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CLAIMS 



1. U&e uf d L\mpuuiid of gcnorol foimula l . 



W-N 




in which 



5 W represents the hydroge\ at^m or a radical of formula R-X-C(Y)- ; 

R represents an aryl ot ftetefbaryl radical, the aryl or heteroaryl radical being 
optionally substituted by <me*^/more identical or different substituents, chosen 
from the following radicals : Ibwer alkyl, lower alkoxy, lower alkylthio, lower 
alkoxy carbonyl, lower alkyl sulmonyl, halo, trifluoromethyl, trifluoromethyloxy, 
10 hydroxy, nitro, cyano, aryl, aryloxAcycloalkyl or heterocycloalkyl ; 

X represents a radical of formula -(CHg)n-Z in which Z represents a covalent bond, 
NH, O or S and n an integer of 0 to 2 ; 

Y represents O or S ; 

Rl represents one or more groups, ident^al or different, chosen from : the 
15 hydrogen atom, the hydroxy, halo radical, a lower alkyl, lower alkoxy radical, the 

alkyl and alkoxy radicals being optionally substituted by one or more identical or 
different radicals chosen from the following rWcals : trifluoromethyl, lower 
alkoxy, amino, lower alkyl amino and lower dialkylVmino ; 

R2a and R2b represent, independently 

20 the hydrogen atom ; 
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a lower alkyl, lower alkenyl or lower alkynyl radical, the alkyl, alkenyl and alkynyl 
radicals being optionally substituted by one or more identical or different radicals, 
\:hosen from : 

\ halo ; an -NR22R23 radical in which R22 and R23 represent, independently, 
\ the hydrogen atom, a lower alkyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, 
tieteroaryl, heteroarylalkyl, alkylsulphonyl, cycloalkylsulphonyl, 
aryisulphonyl, lower alkoxy carbonyl, aryloxycarbonyl, alkylcarbonyl, 
arylc^rbonyl or cycloalkylcarbonyl radical; or a -Z22R24 radical in which Z22 
represe^s 0,S, C(0), 0C(0) and R24 represents a hydrogen atom, a lower 
alkyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, heteroaryl, heteroarylalkyl, 
alkylsulphonyl, eycloalkylsulphGnyl or arylsulphGnyl radical ; 

an R21Z21- radical inVhich Z21 represents O, C(0), 0C(0), S, and R21 represents 
the hydrogen atom, a lower alkyl, aryl or arylalkyl radical ; 



an alkyl radical with 1 to 10 carbon atoms, lower alkenyl, lower alkynyl, 
cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, lower aryloxyalkyl, heteroaryl or 
heteroarylalkyl, the alkyl, alkenyl, alkynyl, cycloalkyl, aryl and heteroaryl radicals 
being optionally substituted by one or more identical or different radicals chosen 
from : \ 

halo ; aryl ; -NR32R33 in which either R32 and^ss represent, independently, 
the hydrogen atom, a lower alkyl, arylalkyl or aik^ylcarbonyl radical, or R32 
and R33 form, with the nitrogen atom to which they are attached, a 
heterocycloalkyl ; or -Z32-R34 in which Z32 represents O, C(0), 0C(0), S, 
S(0) or SO2 and R34 represents the hydrogen atom, a lower alkyl, aryl or 
lower arylalkyl radical ; \ 

an R31Z31- radical in which Z31 represents O, C(0), 0C(0), S, andK3i represents 
the hydrogen atom, a lower alkyl, aryl or lower arylalkyl radical ; \ 

or a salt of this product, for the preparation of a medicament intended to\reat the 
pathological states or the diseases in which one (or more) of the somatostatin recetotors is 
involved, \ 



R3 represents : 



the hydrogen atom, the hy^o, niwo pr cyano radical ; 
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it bemg understood that the term "lower", when it refers to an alkyl, alkoxy, alkylthio, 
alkenyror alkynyl radical, means that the radical contains up to 6 carbon atoms. 

2. Use of a\ompound according to claim 1 , characterized in that 

^ W represents the hydrogen atom or a radical of formula R-X-C(Y)- ; 

R represents an aryl or heteroaryl radical, the aryl or heteroaryl radical being 
optionally substituted by one or more identical or different substituents, chosen 
from the following radicals : lower alkyl, lower alkoxy, lower alkylthio, lower 
alkoxy carbonyl, DsQver alkyl sulphonyl, halo, trifluoromethyl, trifluoromethyloxy, 
hydroxy, nitro, cyarj£*;;^p^l, aryloxy or heterocycloalkyl ; 

Rl represents on^ or nfcr^><me^tical or different groups, chosen from : the hydrogen 
atom, a halo, lower alkyl Scjr^^er alkoxy radical ; 

R2a and R2b represent, independency, the hydrogen atom or a lower alkyl'radical ; 

R3 represents the hydrogen atom ; ah alkyl radical with 1 to 10 carbon atoms, 
cycloalkylalkyl, aryl, lower aryialkyl or neteroarylalkyl, the alkyl, cycloalkyl, aryl 
and heteroaryl radicals being optionally sut^stituted by one or more identical or 
different radicals, chosen from : 

aryl ; -NR32R33 in which either R32 and Rji represent, independently, the 
hydrogen atom or a lower alkyl radical ; or -Z32«^34 in which Z32 represents 
O and R34 represents the hydrogen atom or a loweK^lkyl radical. 



3. Hscj d f 



3. Ust^f a uuiiipouiRl atcui ding to one of tho claims 1 to 2, characterized in 4 ha t 



^ wrepresents the hy^togen atom or a radical of formula R-X-C(Y)- ; 

R represents the phenyl, naphthyl, indolyl or pyridyl radical, these radicals being 
optionally substituted by one or more identical or different substituents chosen from 
the following radicals : methyl, eSwl, propyl, isopropyl, butyl, ter-butyl, methoxy, 
ethoxy, methylthio, ethylthio, methoxycarbonyl, ethoxycarbonyl, methylsulphonyl, 
ethylsulphonyl, chloro, fluoro, bromoK trifluoromethyl, trifluoromethyloxy, 
hydroxy, nitro, cyano, phenyl, phenoxy or mbi3)holino ; 

X represents CH2, C2H4, CH2NH, NH, O, S or a cb^alent bond ; 

Y represents O or S ; 
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ll represents one or more identical or different groups, chosen from : the hydrogen 
atorhv^chloro, methyl or methoxy radical ; 

R2a and R2b r^tresent, independently, the hydrogen atom or a methyl radical ; 

R3 represents the hydrogen atom, methyl, ethyl, propyl, butyl, pentyl, hexyl, 
heptyl, methoxyethyl, ethoxyetf^dimethylaminoethyl, cyclohexylmethyl, phenyl, 
diphenyl, benzyl optionally substitiit€4^by the hydroxy or methoxy, phenethyl, 
naphthylmethyl or indolylmethyl radical. 

luld I LUiiespuiids to ono of the following fo mHiae 

10^- l-butyl-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f] 
^ * [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-benzyl-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-fl 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-methyl-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f] 
15 [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- 6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3*;4,5] thieno [3,2-f| [1,2,4] 
triazolo [4,3-a] [1,4] diazepine ; 

- l-ethyl-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4\3';4,5] thieno [3,2-f] 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

20 - l-propyl-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f] 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-phenyl-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f] 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-pentyl-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3*;4,5] thieno [3,2-f] 
25 [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-hexyl-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f] 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-(4-hydroxybenzyl)-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4\3*;4,5] 
thieno [3,2-f| [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 
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- l-(4-methoxybenzyl)-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] 
thieno [3,2-f] [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-(l-naphthyl-methyl)-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] 
thieno [3,2-f] [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

5 - l-(3-indolyl-methyl)-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] 
thieno [3,2-f] [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-phenethyl-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno 
[3,2-f] [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-diphenyl-6-(2-chlorophenyl-)-7,8,9,lG-tctrahydro-4K-pyri thieno 
10 [3,2-f] [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-ethoxyethyl-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno 
[3,2-f] [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-cyclohexylmethyl-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] 
thieno [3,2-f] [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

15 - l-(3-hydroxybenzyl)-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] 
thieno [3,2-f] [1,2,4] triazolo [4,3-a] [1,4] diazepine 

- l-(dimethylaminoethyl)-6-(2-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] 
thieno [3,2-f] [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-methyl-6-phenyl-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f] [1,2,4] 
20 triazolo [4,3-a] [1,4] diazepine ; 

- l-benzyl-6-(4-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f] 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-benzyl-6-phenyl-7,8,9,l0-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f] [1,2,4] 
triazolo [4,3-a] [1,4] diazepine ; 

25 - l-methyl-6-(4-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f] 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-benzyl-6-(3-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f] 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 
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- l-methyl-6-(3-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4\3*;4,5] thieno [3,2-f| 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-butyl-6-(2-methylphenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-fl 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

5 - l-benzyl-6-(2-methylphenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f| 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-butyl-6-(2-methoxyphenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3*;4,5] thieno [3,2-f] 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-hept-yl-6-(2-GhlGropheRyl)-7,8,9,10-tetrahydrG-4H-^^^^ thieno [3,2-f] 
10 [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-hexyl-6-(4-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f| 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- l-pentyl-6-(4-chlorophenyl)-7,8,9,10-tetrahydro-4H-pyrido[4',3';4,5] thieno [3,2-f| 
[1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

15 - 6-(2-chlorophenyl)-7,8,9,10-tetrahydro-l-methyl-9-[2-(2-trifluoromethylphenyl)- 

l-oxoethyl]-4H-pyrido[4',3';4,5] thieno [3,2-f] [1,2,4] triazolo [4,3-a] [1,4] diazepine ; 

- 6-(2-chlorophenyl)-7,8,9, lO-tetrahydro-l -methyl-9-[2-(2-trifluoromethylphenyl)- 
l-thioxoethyl]-4H-pyrido [4',3';4,5] thieno [3,2-f] [1,2,4] triazolo [4,3-a] [1,4] 
diazepine ; 

20 - 6-(2-chlorophenyI)-7, lO-dihydro- l-methyl-N-(2-trifluoromethylphenyl)-4H-pyrido 

[4',3';4,5] thieno [3,2-fl [1,2,4] triazolo [4,3-a] [1,4] diazepine-9(8H)-carbothioamide ; 

- 6-(2-chlorophenyl)-7, lO-dihydro- l-methyl-N-(2-trifluoroniethylphenyl)-4H-pyrido 
[4*,3';4,5] thieno [3,2-f| [1,2,4] triazolo [4,3-a] [1,4] diazepine-9(8H)-carboxaniide ; 

- 6-(2-chlorophenyl)-7, lO-dihydro- 1 -methyl-N-(2-trifluoromethylbenzyl)-4H-pyrido 
25 [4*,3*;4,5] thieno [3,2-fl [1,2,4] triazolo [4,3-a] [1,4] diazepine-9(8H)-carbothioamide ; 

- 6-(2-chiorophenyl)-7,10-dihydro-l-methyl-N-benzyl-4H-pyrido [4*,3';4,5] thieno 
[3,2-f] [1,2,4] triazolo [4,3-a] [1,4] diazepine -9(8H)-carboxanude ; 

- phenyl ester of 6-(2-chlorophenyl)-7,10-dihydro-4H-pyrido [4',3';4,5] thieno [3,2-f] 
[1,2,4] triazolo [4,3-a] [1,4] diazepine -9(8H)-carboxylic acid ; 

MODIFIED SHEET 



30-05-2000 



FR 009901422 



- 6-(2-chlorophenyl)-7, 10-dihydro- l,4-dimethyl-N-(2-trifluoromethylphenyl)-4H-pyrido 
[4',3';4,5] thieno [3,2-f] [1,2,4] triazolo [4,3-a] [1,4] diazepine -9(8H)-carbothioamide ; 

- 1 -benzyl-6-(2-chlorophenyl)-7, 10-dihydro-N-(2-trifluoromethylphenyl)-4H-pyrido 
[4',3*;4,5] thieno [3,2-fl [1,2,4] triazolo [4,3-a] [1,4] diazepine -9(8H)-carbothioamide ; 

5 or its substituents R,X,Y, Ri, R2a, R2b and R3 are respectively the following : 

- 2-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Me-Ph ; NH ; S; 2-Cl ; H ; H ; Me ; 

- 2-isoPr-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-NC-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

i n - • NH • 5? • 2-Cl • H • H • Ft • 

- 2-F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; H ; 

- 2-terBu-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 1-naphthyl ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-F3CO-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
15 -2-Cl-Ph;NH;S;2-Cl;H;H;Me; 

- 2-F-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Et-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-PhO-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Pr-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
20 - 2-Br-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-EtOC(0)-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-MeS-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-MeO-5-Cl-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
25 - 2,4-(MeO)-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Cl-5-F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Me-5-Cl-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2,3-Cl-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2,5-Me-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
30 - 2,5-Cl-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Me-5-F-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-F3C-4-Br-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2^N02-4-Me-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
35 - 2-MeO-4-N02-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2,5-Br-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
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- 2-Cl-5-N02-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; Pr ; 

- 2-F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; Bu ; 

- 2-F3C-Ph ; NH ; S ; H ; H ; H ; Me ; 

5 - 2-F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; Ph ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; Pr ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-CI ; H ; H ; Bu ; 

- 2-MeS02-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-F3C-4-Cl-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
10 - 2-N02-4-MeO-Ph ; NH ; S ; 4-Cl ; H ; H ; Bz ; 

- 2-F3C-Ph ; NH ; S ; 4-Cl ; H ; H ; Me ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; pentyl ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; hexyl ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 3-Cl ; H ; H ; Bz ; 
15 - 2-N02-4-F-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-4-NC-Ph ; NH ; S ; 2-Ci ; H ; H ; Me ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; 1-naphthyl-methyl ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; 3-indolyl-methyl ; 

- 2-MeS-5-F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
20 - 2-N02-4-MeO-Ph ; NH ; S ; 3-Cl ; H ; H ; Me ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Ci ; H ; H ; Me ; 

- 2-N02-5-Cl-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-5-Me-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-4-EtO-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

25 - 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; 4-MeO-Bz ; 

- 2-N02-4-Cl-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Br-4-Me-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; 4-HO-Bz ; 

- 2-F3C-4-N02-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
30 - 2-N02-4-MeO-Ph ; NH ; S ; H ; H ; H ; Bz ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; Ph-C2H4 ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; EtOC2H4 ; 

- 3-N02-2-pyridinyl ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-F3C-Ph ; - ; O ; 2-Cl ; H ; H ; Me ; 
35 - Ph ; - ; S ; 2-Cl ; H ; H ; Me ; 

- 2-F3C-Ph ; CH2 ; S ; 2-Cl ; H ; H ; Me ; 
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cx 



10 



- 2-N02-4-MeO-Ph ; NH ; S ; 4-Cl ; H ; H ; Me ; 

- 2-N02-Ph ; CH2 ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-MeO ; H ; H ; Bu ; 

- 2-N02-4-MeO-Ph ; NH ; S; 2-MeO ; H ; H ; Bz ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Me ; H ; H ; Bu ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Me ; H ; H ; Bz ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; Ph-Ph ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; cyclohexylmethyl ; 

- 2-N02-4-MeO-Ph; NH ; S ; 2-Cl ; H ; H ; (Me)2NC2H4 ; 

- 2-N02-4-MeO-Ph; NH ; S ; 2-Cl ; H ; H ; 3-HO-Bz ; 

- Ph ; S ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; heptyl. 

S.^ O i j^mpound of gonoral formula II in whic h 



R' 



W 




I N 



n 



15 in which 



20 



W represents the/hydrogerkatom or a radical of formula R'-X'-C( Y')- ; 

R' represents the Wienyl, napn^yl, indoMx)r pyridyl radical, these radicals being 
optionally substituted^ one or morg..identical or different substituents chosen from 
the following radicals : melhylTetlm, propyl, isopropyl, butyl, ter-butyl, methoxy, 
ethoxy, methylthio, ethylthio, methoxVcarbonyl, ethoxycarbonyl, methylsulphonyl, 
ethylsulphonyl, chloro, fluoro, bromo, trifluoromethyl, trifluoromethyloxy, 
hydroxy, hitro, cyano, phenyl, phenoxy orsmorpholino ; 

X' represents CH2, C2H4, CH2NH, NH, O, S\r a covalent bond ; 

Y* represents O or S ; 
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v. R'l represents one or more identical or different groups, chosen from : the 
Nliydrogen atom, a chloro, methyl or methoxy radical ; 

Rja' and R2b' represent, independently, the hydrogen atom, a methyl radical ; 

R'3 represents the hydrogen atom, methyl, ethyl, propyl, butyl, pentyl, hexyl, 
heptylWethoxyethyl, ethoxyethyl, dimethylaminoethyl, cyclohexylmethyl, phenyl, 
diphenyX benzyl optionally substituted by the hydroxy or methoxy, phenethyl, 
naphthylrn^yl or indolylmethyl radical. 

with the exclusion of the compounds of formula II in which 

W represents tKe hydrogen atom, R'l represents the chloro radical in ortho 
position ; R2a' repfeSsents the hy&'ogen atom and R2b' represents the hydrogen atom 
or the methyl radical\ R 3 represents the radical methyl ; and 

W represents a radical Irf formula R*-X'-C(Y')- and 

- X* represents ^ffT^Y* represents O ; R*i represents the chloro radical in 
ortho position /R2a* and R2b* represent the hydrogen atom ; R'3 represents the 
methyl radicall ; R' represents the 4-terbutylphenyl, 4-trifluoromethylphenyl, 
4-methoxyplhenyl, S.Vs-trimetho^xyphenyl, 2,3-dichlorophenyl, 
2,4-(difluoro)^^enyl, 4-pheftDxy-phefiyl, pyridinyl, cyanophenyl ; 

- X' represents NHVY^-repfesfents S ; R'l represents the chloro radical in 
ortho position ; R2a' and R2b' represent the hydrogen atom ; R'3 represents the 
methyl radical ; R' represents thX 4-terbutylphenyl, 2,4-diterbutylphenyl, 
2-trifluoromethylphenyl, 3-trifluoroinethylphenyl, 4-trifluoromethylphenyl, 
4-methoxy phenyl, 3,4,5-trime^oxyphenyl, 4-fluorophenyl, 
4-(methylsulphonyl)phenyl ; \ 

- X' represents CH2NH; Y* represents O; R' Represents the chloro radical in 
ortho position; R2a' and R2b' represents the hycuogen atom; R'3 represents the 
methyl radical; R' represents phenyl; \ 

- X' represents the oxygen atom or a covalent bon^; Y* represents O ; Ri 
represents the chloro radical in ortho position ; R2a' and R2b' represent the 
hydrogen atom ; R'3 represents the methyl radical ; R' rOTresents pyridyl or 
cyanophenyl ; \ 



MODIFIED SHEET 



30-05-2000 



FR 009901422 



5 



- X' represents 5^H4 ; Vrapresents O ; Ri represents the chloro radical in 
ortho position ; R2a^and^^ represent the hydrogen atom ; R'3 represents the 
methyl radical ; R' represents phenyl. 



- X' represents CH2 ; Y' represents O ; R\ represents the chloro radical in 
ortho position ; R2a>^»d^2b' represent the hydrogen atom ; R'3 represents the 
methyl radical ; Rrf^resents phenyl or 4-fluorophenyl ; 




6. Compound of general formula II according to claim 5, in which W represents R'-X'- 
C(Y^- and the substituents R', X', Y", R'l, R2a', Rzb' and R'3 represent respectively : 

- 2-F30rPh ; CH2 ; O ; 2-Cl ; H ; H ; Me ; 
10 - 2-F3C-th ; CH2 ; S ; 2-Cl ; H ; H ; Me ; 

- 2-F3C-pk ; NH ; O; 2-Cl ; H ; H ; Me ; 

- 2-F3C-Ph\cH2NH ; S ; 2-Cl ; H ; H ; Me ; 
-Ph;0;0;2^1;H;H;Me; 

- 2-F3C-Ph ; NH^S ; 2-Cl ; Me ; H ; Me ; 
15 - 2-F3C-Ph ; NH )s ; 2-Cl ; H ; H ; Bz ; 

- 3-F3C-Ph ; NH ; o\2-Cl ; H ; H ; Me ; 

- 4-F3C-Ph; NH; O; 2-Gh H; H; Me; 

- 2-isoPr-Ph ; NH ; S ; 2-^ ; H ; H ; Me ; 

- 2-NC-Ph ; NH ; S ; 2-Cl -Wm jMe ; 
20 - 2-F3C-Ph ; NH ; S ; 2-Cl wfi^V 

- 2-F3C-Ph ; NH ; S ; 2-C^; H^HiK; 

- 2-terBu-Ph ; NH ; S ; 2-Cl ; hYh ; Me ; 

- 1-naphthyl ; NH ; S ; 2-Cl ; H ; HNMe ; 

- 2-Ph-Ph ; NH ; S ; 2-Cl ; H ; H ; mX 
25 - 2-F3CO-Ph ; NH; S; 2-Cl; H; H; Me; \ 

- 2-Cl-Ph; NH; S; 2-Cl; H; H; Me; \ 

- 2-F-Ph; NH; S ; 2-Cl ; H ; H ; Me ; \^ 

- 2-Et-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; \ 

- 2-PhO-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; \ 
30 - 2-Pr-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; \ 

- 2-EtO-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; \ 

- Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; \ 

- 2-Br-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; \ 

- 2-EtOC(0)-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; \ 
35 - 2-MeS-Ph; NH ; S ; 2-Cl ; H ; H ; Me ; \ 

- 2-morpholino-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; \ 
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^2-N02-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
i,6-isoPr-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

-Me-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
2,3L-(MeO)-Ph ; NH ; O ; 2-Cl ; H ; H ; Me ; 

- 2-MeO-5-Cl-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2,4-(MeO)-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Cl-3^F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Me-5\ci-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2,3-Cl-Pfty; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2,5-Me-Pl\ NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2,5-Cl-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Cl-4-Me-Ph\ NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Me-3-Cl-Ph ; m ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Me-5-F-Ph ; NH.; S ; 2-Cl ; H ; H ; Me ; 

- 2,3-Me-Ph ; NH ; s\2-Cl ; H ; H 

- 2-F3C-4-Br-Ph ; NH Vl^Cl 

- 2-N02-4-MeO-Ph ; 

- 2-N02-4-Me-Ph ; 

- 2-MeO-4-N02-Ph ; NH \ S 



;Me; 

H;Me; 
; H ; H ; Me ; 
; H ; H ; Me ; 
-CI ; H ; H ; Me ; 



- 2,5-Br-Ph ; NH ; S ; 2-Cl ; H\H ; Me ; 

- 2-MeO-5-N02-Ph ; NH ; S ; 2-6:1 ; H ; H ; Me ; 

- 2-Cl-4-N02-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Cl-5-N02-Ph ; NH ; S ; 2-Cl ; h\ H ; Me ; 

- 2-F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; 

- 2-F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; Bu\ 

- 3-Ph-6-MeO-Ph ; NH ; S ; 2-Cl ; H ; H\Me ; 

- 2-F3C-Ph ; NH ; S ; H ; H ; H ; Me ; 

- 2-F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; Ph ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; Pi 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; Bu\ 

- 2-N02-4-F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-MeS02-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-F3C-4-Cl-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 4-Cl ; H ; H ; Bz ; 

- 2-F3C-Ph ; NH ; S ; 4-Cl ; H ; H ; Me ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; pentyl ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; hexyl ; 
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3,5-F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
^2-N02-4-MeO-Ph ; NH ; S ; 3-Cl ; H ; H ; Bz ; 
l-N02-4-F-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 
-N02-4-NC-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 24N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; 1-naphthyl-methyl ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; 3-indolyl-methyl ; 

- 2-MpS-5-F3C-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N0b-4-MeO-Ph ; NH ; S ; 3-Cl ; H ; H ; Me ; 

- 2-No\-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02VHO-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-5yCl-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-5-Me-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-4-Etp-Ph ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-4-MelO-Ph ; NH ; S ; 2-Cl ; H ; H ; 4-MeO-Bz ; 

- 2-N02-4-CmL;J^H ; S ; 2-Cl ; H ; H ; Me ; 

- 2-Br-4-Mfe-Pla ^NH ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-4-Mea-Ph ; NH ; S ; 2-Cl ; H ; H ; 4-HO-Bz ; 

- 2-F3C-4-N02-Ph \nH ; S ; 2-Cl ; H ; H ; Me ; 



S j H j H j H ; Bz ; 
S ; 2-Cl ; H ; H ; Ph-C2H4 ; 
S ; 2-Cl ; H ; H ; EtOC2H4 ; 
; 2-Cl ; H ; H ; Me ; 
; H ; H ; Me ; 



- 2-N02-4-MeO-Ph ;^H 

- 2-N02-4-MeO-Ph ; 

- 2-N02-4-MeO-Ph ; Nf 

- 3-N02-2-pyridyl ; NH ; 

- 4-MeO-Ph ; CH2 ; O ; 2-< 

- 2-indolyl ; - ; O ; 2-Cl ; H ; Me ; 

- 3-indolyl ; CH2 ; O ; 2-Cl ; H. ; H ; Me ; 

- 4-HO-Ph ; C2H4 ; O ; 2-Cl ; H\H ; Me ; 

- 2-F3C-Ph ; - ; O ; 2-Cl ; H ; H ; 

- 4-HO-Ph ; CH2 ; O ; 2-Cl ; H ; H 

- 5-MeO-2-indolyl ; - ; O ; 2-Cl ; H ; 1^; Me ; 

- Ph ; - ; O ; 2-CI ; H ; H ; Me ; 

- Ph ; - ; S ; 2-Cl ; H ; H ; Me ; 

- 5-MeO-2-indolyl ; - ; S ; 2-Cl ; H ; H ; Me\ 

- 2-N02-Ph ; CH2 ; O ; 2-Cl ; H ; H ; Me ; 

- 2-F3C-Ph ; CH2 ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 4-Cl ; H ; H ; Me ;^ 

- 2-N02-Ph ; CH2 ; S ; 2-Cl ; H ; H ; Me ; 

- 2-N02-4-MeO-Ph ; NH ; S ; 2-MeO ; H ; H ; Bu ; 
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\- 2-N02-4-MeO-Ph ; NH ; S ; 2-MeO ; H ; H ; Bz ; 

2-N02-4-MeO-Ph ; NH ; S ; 2-Me ; H ; H ; Bu ; 
-yN02-4-MeO-Ph ; NH ; S ; 2-Me ; H ; H ; Bz ; 

- :^N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; Ph-Ph ; 

- 2-N02^-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; cyclohexyl methyl ; 
2-N02-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; (Me)2NC2H4 ; 
2-Ndo-4-MeO-Ph ; NH ; S ; 2-Cl ; H ; H ; 3-HO-Bz ; 

- 2-pyridyl ; NH ; S ; 2-Cl ; H ; H ; Me ; 

- Ph ; S ; S\: 2-Cl ; H ; H ; Me ; 

- Ph ; O ; s\2-Cl ; H ; H ; Me, 

- 2-N02-4-M^-Ph ; NH ; S ; 2-Cl ; H ; H ; heptyl, 

but also the compounds of formula 11 in which W represents the hydrogen atom and the 
substituents R'l, R^s R2b' and R'3 represent respectively : 







-2-Cl 


; H 


; H 


; butylS: 




15 


-2-Cl 


;H 


;H 


; benzyl \ 






-2-Cl 


; H 


; H 


;H; \ 






-2-Cl 


;H 


,H 


, ethyl ; \ 






-2-Cl 


; H 


; H 


; propyl ; /\/. 






-2-Cl 


; H 


; H 


; Ph ; /\\ 




20 


-2-Cl 


,H 


,H 


, pentyl ; \ ^ 






-2-Cl 


; H 


;H 


; hexyl ; \ 


5~s 1 




-2-Cl 


.H 


, H 


; 4-HO-Bz ; 






- 2-Cl ; 


H ; 


H ; 


4-MeO-Bz ; 






- 2-Cl ; 


H ; 


H; 


1 -naphthyl-methyl ; 




25 


- 2-Cl ; 


H ; 


H ; 


3-indolyl-methyl ; 






-2-Cl 


, H 


; H 


; Ph-C2H4 ; 






-2-Cl 


; H 


;H 


; Ph-Ph ; 






-2-Cl 


,H 


H ; 


EtOC2H4 ; 






- 2-Cl ; 


H ; 


H; 


cyclohexylmethyl ; 




30 


- 2-Cl 


-H 


-H 


. 3-OH-Bz ; 






-2-Cl 


. H 


, H 


. (Me)2NC2H4 ; 



- H ; H ; H ; Me ; 

- 4-Cl ; H ; H ; Bz ; 

- H ; H ^ H ; Bz j 
35 - 4-Cl ; H ; H ; Me ; 

- 3-Cl ; H ; H ; benzyl ; 

- 3-Cl ; H ; H ; Me ; 

- 2-Me ; H ; H ; butyl ; 
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H ; H ; benzyl ; 
; H ; H ; butyl ; 
; heptyl ; 
; hexyl ; 
H;HWntyl. 

7. As a medicament, a compound of^eneral formula II according to one of claims 5 
to 6. 

8. Therapeutic composition containingv-as^b^ye ingredient, at least one medicament 
according to claim 7, in combination with a phatanaceutically acceptable support. 
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